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i/Vy (80ml ) mmiZ. *.VXT)\rf\. F (10. 
6g, 0. lmo I ) ^JniaatttHfLfc. fe^fftti 
flL xhdf^^i^yxTypMx^xxx^ (2 
0. 3g. 0. 1 2mo 1 ) «:JPiT3 0BBi8B*»L 

at. -ifiwwtt, wastfcisAfciFKU ^xf-^x- 

r;W3Tgt?tLTefe*SS ( 2 5 g) 

(10ml) t^?y->U (60ml) 
?8»fcJPA. 1 54HHBfifi»#U:. 

A 7 J<(2 00ml ) *Jd£, ^nn*^AKiliJtfc. * 

-csasu;. «, mErmmixnwmm, 

x-^-3-T$y-4-Xh *i/t})Vr$-)V\ZyY- 
;U7. 8g (JR*3 7%) £*Mfc£tt(6. 2 

g, 3 Ommo I ) C0r 1 Fn? 9 >1M (5 0m 
1 ) ?K^Ts 6 0%-**ffrtMJ'7A (2.6 

g) imimtt:. so^mm, 3Wf;Mi 

0. 2g, 7 2mmo 1 ) $rJut. MiStZT 1 2B#HM 

if ufc . Rjm. tm^>i>-%m*mi' h u ^ a** 

JpittHiUc. *fciOaciW*, St 

ifcfcj:'), «£fc-&tt7. Og (JK^9 0%) in 
fc. 

[00 5 1] (##0"|5) 

1- (4-^no7i^) 4-tHo 

*#lfc7 > /l'$- , 7A>)f-'/-A (lg, 2 6. 4 mmo 
1 ) coft-^t YnyyV ( 5 0m l ) ffitttz. gfi 
T. ##Wl"Cl#fcl- (4-?oo7i-W -5- 
^ f ^ - 4 -i V ^ y«; W-;^ 5 y-;i, (log, 
37. 8mmol )(0fh7bKD75y(5 0ml) 

mmzmriK. m^zx3omtm. smmz. 

m tfc«*»+M*folBi fell, »igxf-/W£Jn 



* -casta u.% wtn^e*. *fc-c8t»a, 

K^*5/9AfcT**U:. TOIL «ET«Batt 
fflU)t»a*rRLT. IBBftMi6. 46 g (JR^7 

7%) mtz. 
[0052] (mme) 

1- (4-?on7x-;K -3-hHb*i/W- 
5-X+)V-\, 2, 4-MJ7V-/K7>&j8. 
^SfrfLT/VS — 'TADf-'^A (3 1 9m g, 8. 4mm 
o 1 ) Of N5t Ko75y (15ml) jSiRt, ftft 
T, 1- (4-?DD7i-W 

5-X*)V- 1 , 2 , 4 - MJ (3.1 
9g s 1 2mmo 1 ) Of Vyt Fn77>' ( 1 5m 

i ) mm^mTLX2^mm. Kmrn*. mi 

til N - ttlWM*j«ojn£. ***** Smxf-;PS 
JniTttaUfe. 

mr^^^y^MzxmkLtz. wmt. MEvmi 
vmntzm&zmix , fliiBik-diiii . 5 g («*5 

7%) 

[00 5 3 3 (HSfeMl) 

.1- (4-?on7i-;K -5-^^-4- (4' . 

h^fy*;k1(-;l'7i/#y) ^•f-zUt^V— ^ 
(^-^5 1 ) <7)^ 

##CT5-Cl#^ii^l - (4-^007i-;M - 5- 
Hodf^f-;Hf 5V-/1/ ( 6 g, 2 7 
mmo 1 ) <0r h9t b'077/' (25ml ) jftt&C:. 
*^T. ft-/^D50' (3. 2g, 2 7mmo 

i ) <ofb7tFo77y (5m i ) jua^arLfc. 

S»fc-C3 04Himft. RJK»»t, *»Ufett»K» 
?K*7 h V ^A/K't'^fi-foJP^ . -twf*. PMxf- 

<tLt#fe<ifc 1 - (4-?DD7x-;H -5-^f- 

(10ml) t p-t Kndf^yy^ . y ?Ti<"y K 
^fmf/K4. lg. 27mmol) tll^'J 
>7A(4. 47g, 3 2. 3mmol)«^W^ 
ATS Fa-djffift (70ml) WzMl. 2 5XHZX 2 

Fm&w&rmmbtz. n^titiwmz, 7 k: 

*?J-)V (4 0m K 1:1) SJDis MMUfft* 

6. 4g (JR^6 7%) Sr^#7^ 0 
[00 54 3 



(9) 



W§H¥ 1 1-1 3 0 7 5 3 



7G*#«T (ChHitNiOsC 1 th'O 

C H N 

ftWUg. 6 3.9 6 4.8 0 7.8 5 
6 4. 14 4. 66 7. 89 

ffl05: 14 2-143*0 
(HJt0l2) 

1- (4-?DD7i-yH -5-yf-^-4- (N- 
yf-/U-N-4' -x^^/l^x^xXHO 7$ 
/y^/H^V-H- Uk&fo 1 6 ) *>£j£. 
##M5Tl#A.ix^l- (4-?nn7x-/H -5- 
^^_ 4 _ t HoJfv-^f-;ptr5y*-^ dog, 4 

4 . 9 mm o 1 ) <T)9 nu-fc)l& (300ml) 

fc. &&im\t?VfiV ( 1 OOg, 1. 15mol) 

»U r$£«LT^£>il£l- (4-?nD7i~ 
;U) -5-y<^-4-^$;l/t°7V'-^5-, ftM-£ 

OOmDt, BHidmi) w/p -r s y^yy 

>f .y ? Ti/ 7 Klfyl/XXfil' (7. 4g. 44. 9m 
mo 1 ) fcjnx.. *ftT\ ^7S7mit*Vmi-hW 
A(2. 8g, 44. 9mmol) Z'J'S.^Mtti. 

WMk. 9 7%-^;^'jy7K (5ml ) £Sn 

£*:f&. vT/Tksg^^-tbU^A (2. 8g. 4 
4. 9mmo 1 ) Sr^Mo'oJn^.^. RJfcfiL METS 
^LTttW^lK, Kitx^-jKl§7K^h '7</- 

mt. «fflr?^^Afc-c«*iufe. fM- met 

kW^IE^ll. 2g(JR*6 5%) 

fc. 

[0055] 

7c3t#«T (C„HiiN,0,C 1 iUC) 

C H N 

ffgffl 6 5. 7 1 5. 7 8 1 0. 9 5 
8J£ffi 6 5. 7 0 5. 7 6 1 0. 9 6 
BUS: 7 9-8 0°C 
(Wt«3) 

1- (4-t°'Jv^) -5-^f-^-4- (4' -^h 
* isil )V-tf.-)V7 x / * is ) x f-^tr 5 7"->U ( ft^B? 
.7) CO^fit 

##W 5 1 BBtoajfrc* <o tit: l - ( 4 - 1: >J ^» 
-5-yf-;u-4-t Ka^v-yf-^t^y-^ ( 1 . 

7g, 8. 9 9mmo 1 ) i; P -t Kndr^yyW -y 
?7y-y H^f-ZUXX-r^ ( 1 . 67g, llmmo 
1 ) <7)f K9h KD77V (50ml) MJ 7 

i^7:rX7^(2. 35g, 8. 99mmo 
1 ) , : JX.^IVTV : J^)\/Tf^^\y-Y (3. 9ml, 
4 0%WWxy?g?£ s 9mm o I ) ar^Pi., 1 
4«*ig«ttW:. KJCtt. »ETWBLTf»4)*ifc«aE 



^A : y 9 y-)V= 1 : 4 ) Ufc. ttf&tt 7 7 9 *s 3 

S-tt-S^tW}. Sie^^ftl. 2 g (JR$4 1%) 

[0056] 

7El&#«T (CnHirNiOjt'l/T) 

C H N 

fMMft 6 6. 8 6 5. 3 0 1 3. 0 0 
SJS® 6 6. 7 4 5. 1. 9 1 2. 8 4 
1 7 1-1 7 2°C 

(*stwi4 ) m&M i -3 1 mmcoumx'Tum^t 

lTflM*2~6, 8~1 5&tfl 7-1 9***l,fc. 
[00 57 ] (HMffl5) 

1- (-4-^D07xX;U) -5-y^W-3- (4' . 
.-y h^^/l/^X/P7xy^^) t+fr- 1 , 2, 4. 
r h 'J 7V-^ (fc£ft2 9 ) <9£jft. 
##^J6T1#^ii^i - (4-^DD7i-;H - 3- 
t Fndf^y^-5-yf-^- 1 , 2, 4-NU7V 
-;M2. 24g. lOmmoDtp-tFD^yK 
yY4 v?7i"y Ky *f}lJLXf)V ( 1 . 5 2 g . 10 
mmo 1 ) <7)rh5t KD77V (30ml ) jgJSC 
Mj7xX;|^7*X7 4y (3. 15g, 1 2mmo 

1 ) . y^^VrVi/iliVif^i/V-V (5. 22g, 
4 0%h^xyiM, 1 2 mmo 1 ) fcflni, m.&ZX 

i4^fim#pufc. Rjca. WETamu-cn/biifca 

9u~?Y?77 (^SgXf-;!/: n-M^^ 

1:1) Ufc. »^47 5^^ 3 >'tWiU'Cl9fc» 

■«Efl:^«2. 6g (JR*7 4%) 
[00 58] 

tc^«t (Ci.Hi.NiO.C1 tbT) 

C H N 

fff#ffi 6 0. 4 2 4. 5 1 11.74 
»J5£ffi 6 0. 3 5 4. iiO 1 1. 7 6 
1 3 9-14 0°C ■ 
(IW0I6 ) 

2- (4-?nn7i-;H -4- (2- (4' -y h. 
df^/U?Kx^7xydf^) xf-^) f-7V-^ (-|fc-&. 
j*3 2) tfte*. 

2- (4-?nD7x-;H -4- (2-th'n^fyX 
f/l/) f 7/-iK 1 4. 18mmol) tp-t 
Fn^y^yvM y?7x7 Ky f;UXf;l- (699 
mg, 4. 59mmol) <7)-f- h7tFD77> (50 
ml)ig?S(C. h'j7x^7tX7-(y (lg, 5. 

0 2 mmo I ) N is^llTV'Jfi )V#*~y V- V 
(2. 2ml. 4 0%h>Ux.yMM. 5. 0 2 mmo 

1 ) 5rJP-t . SSICT 1 4«fBB»FUfc. ^Uf^, ME 



(10) 



3f H¥ 1 1-1 3 0 7 5 3 



as Lfc . 1 N - N a 0 H#»»L 

a-r^j^t. mmt^i. i s mm o%) * 

[0059] 

7tmftft (C 19 H 1B NO s SC 1 tVX) 

C H N 

61.04 4. 31 3.75 
ffiUSfil 6 0.87 4. 2 8 3.74 
m&: 1 5 5-i 5 6°C 
(HI6W7) 

2- (4-^OD7x-;U) -4- (4' -.*h*>"# 
/U-Jt-;U7x7^v) ^f-/kf-rV-;U (-0:3*3 1 ). 

p-^DOf^<yX7?h' (5g, 2 9. lmmo 
1 ) ta.a' -i/'^nnr-feby (3. 7g s 29. 
1 mmo 1 ) (50ml) WM£MSiX'3&t 

mmnuz. ffrasuc&jijritfu r^y^st** 

UrH****.**;-* ( 5 Om 1 ) izx 1 B§p B 1ii?l 

%7)>^-7-/P*/UA7$ KSifc (lOml)t, p-t 
KQJf l/^WA 7?ri/7 MfA'XXf^ (3.8 
g N 2 5 mm o 1 ) bVtiBtfi U >7A ( 5 . 2 g , 3 7. 
7 mmo 1 ) <F>i/Mr)Vib)VKT^ YftteWfo (7 0m 
I ) <t»(cjni, SS£T2 4«HS»tfU:. RJESK M 

WttWfclN-NaOH*/*, »Ktctamt, K 

%t>titzm&k * 9 J -Mz X 0 &8&? ft i t \Z X o 
T, ff£ft£4*6. 2g (JR*6 1X) fcftfc. 



[0060] 

7G&#*T (C ls H,4NO,SC 1 fcl/T) 

C H N 

ffg® 6 0. 0 8 3. 9 2 3. 8 9 
Abtlt 6 0.0 9 3. 7 4 3. 8 8 
1 1 8- 1 2 0'C 

( mm 8 ) n»j 6 - 7 1 mnmxTmttft 

[006 1 ] (Htt0l9) 

1- (4-;np7x-^) -5-^f-/l—4- (4' . 
r #;l^rv-7x/*> ) .XfvUW-n^ <fllgft2. 
0 ) <t)£j£ 

SmffH^-fb-^* (5. lg, 14. 9mmol)W 

: (200ml, 1:1) 

C, 0. 2 N - N a O H/kiSM (100ml) SrjD*., 

7 o°azx5®mi)vmimuz. m, 

ufc. rat. jiEFfimuTft^iifeaBtt. j>x?> 
;n-f^2 0mi on*. tffajUfcjSA*r»«aiu 

T, flHBfb-Ml4. 9 9g (IR$9 7. 3%) £f#fc. 
[0062] 

Ttmift (C ls H 1B N,0,C 1 thX) 

C H N 

ff&ffi 6 3. 0 7 4. 4 I 8. 1 7 
Hfelft 6 3.0 7 4. 3 9 8.1 0 
1U£: 2 0 1 - 2 0 2°C 

( mum i o ) mtm 9. t i^^&x^fe^f^-r-fl: 

£fo2 1~28 N 30, 3 4&tf3 5£&j£U:, 
[0063] 
[*1 ] 



(11) 



«f§B¥1 1-1 3 0 7 5 3 




flt£ 142- 143 °C 

S*5Mfr C 19 H 17 CIN ? p 3 
C H 
ft** 63.96 4.80 
fflU^m 64.14 4.66 



N 
7.85 
7.89 



l H NMR (CDCl 3 ) : $ 

2.36(3H,s), 3.89(3H,s), 
5.00(2H,s), 
7.01(2H,d,J=9.0Hz, ), 
7.40(2H.d,J=8.8Hz, ). 
7.46(2H,d,J=8.8Hz, ), 
7.71 (IH.S.), 
8.02(2H,d,J=8.8Hz. ) 




1t&fo 2 

M 3 C 

K£ 1 24 - 1 25 a C 
jt%frffi C 19 H 18 N 2 0 3 

C H 

Jf-JltfflL 70.79 5.63 

8ffl5£fiS 70.99 5.51 



N 
8.69 
8.75 



l H NMR (DMSO-d*) : $ 

2.34 (3H. s, ), 3.82 (3H, s), 
5.09 (2H. s). 
7.1S(2H,d,J = 9Hz), 
7.4-7.6 (5H,m), 

7.76 (lH f s), 

7.93 (2H, d, J ■= 9Hz) 



[00 64] 



( 12) 



11-13 0 7 5 3 



ft** 3 




ftjft 1 52 - 1 53 °C 

7C^#f C 18 H 15 CIN203 

C H N 
n-M 63.07 4.41 8.17 

«H 63.14 4.20 8.15 



l H NMR (DMSO-dg) : <J 

3.82 (3H, $ ) 

5.15 <2H, s) 

7.15 (2H, d,J = 9Hz) 
7.57 (2H, d, J = 9Hz ) 

7.87 (2H, d,J^9Hz) 

7.89 (IH.S) 
7.93(2H,d,J = 9Hz) 
8.67 (LH, s ) 



ffc£«f4 




1 22 ' - 1 24 X 

7C*#*r C 2 oH 19 CIN 3 03 

C M N 
64.78 3.16 7.55 

$J£filL 65.09 5.11 7.66 



'HNMR(CDCt 3 ): $ 

1.39(3H,t,J=7.3H2), 
2.36(3H,s), 
4.35(2H,q,J=7.3Hz), 
S.00(2H,s), 

7.00(2H,dJ=8.9Hz,). 
7.40(2H 7 dJ=8.9Hz, ), 

7.45(2H,djr=8.9Hz, ). 
7.45(IHa ), 
8.02(2H,d,J=9.2Hz, ) 



[0065] 



m3) 



( 13) 



WfH¥ 1 1-1 3 0 7 5 3 




1 25 - 1 26 °C 



5£*fl*r C, 3 H ir N 3 03 
; C H N 

H-^H 66.86 5.30 13.00 

AIM 67.05 5.17 13.05 



"H NMR (CDCI 3 ) : d 

2.70OH.S), 
3.89(3H,s), 
5.02(2H,s), 

7.02(2H,d,J=8.9Hz, ). 

7.23(lH,m). 

7.72(1H.5), 

7.80~7.90(2H,m). 

8.01(2H,d,J=9.2Hz), 
8.46(lHjn) 




COjCH, 



BA 129 ^130 'C 

7c35£*r C2dH 20 N 2 0 4 

C H N 

68.17 5.72 7.95 

68.07 5.70 7.93 



l H NMR (DMSO-dg) : 5 

2.2(3H,S) . 
3.8(3H, S, ), 
S.0(2H, S), 
7.0(211, d, J = 8.0Hz) 

7.1(2H,d,J = 8.0Hz) 

7.4<2H. d, J * 8.0Hz) 

7.7(1H, S) 
7.9<2H, d, J = 8.0Hz) 



[0066] 



[3H] 



(14) 



mm^l 1-13075 3 




171-172'C 

7C*5-*f C,8H 17 N303 

■ C H 
f|-JMft 66.86 5.30 

8U£f[ 66.74 5.19 12.84 



N 

13.00 



'H NMR (CDCI 3 ) : 8 

2.5(3H, S) • 

3.9(3H,S.), 
5.0(2H, S), 

7.0(2H, d, J = 8.0Ilz) , 
7.5(2H, d, J = 6.3Hz) , 
7.7(lH,S) , 
8.0(2H,<U = 8.0Hz) , 
8.7(2H. d, J = 6.1Hz) 




*Mt 159-161 °C 
7C*^*f C20^2lN 3 0 3 

C H N 

fi-*<g[ 68.36 6.02 11.96 

iffil^'fit 68.42 6.02 12.08 



l H NMR (DMSO-dfi) : $ 
2.88 (6H,s), 3.82 (3H,s), 
5.08 (2H, s) 
7.16(2H.d,J»9Hz ) 

7.19 (lH,d, J - 7.5Hz) 
7.44 (2H, dd, J = 8Hz,7.5Hz ) 
7.70(2H,d,J = 8Hz) 
7.93(2H,d, J-9Hz) 



[0067] 



[$5] 



( 15) 



1 1-1 3 0 7 5 3 




N(CH 3 )j 



»:.* 150- 151 °C 

JGjfSHf C20H20C I NaO, 

C H.N 
62.26 5.22 10.89 

S'J^li 62.22 5.23 10.91 



'H NMR (DMSO-dg) : 5 

2.60 (6H, s), 3.82 (3H, s) 
5.11 (2H, s) 
7.15 (2H, d.J-9Hz) 
7.55(2H,d,J-9ffe ) 
7.68 (lH,s) 
7.70(2H,d,J-9Hz ) 
7.93 (2H. d, J => 9Hz ) 




ft.* 1 79 - 1 80°C 

7C*5-*f C 20 H 19 aN 2 O4 1/5 H 2 0 

C H N 
ft#« 66.86 5.30 13.00 

ilirai 66.74 5.19 12.84 



'HNMR(CDCI 3 ): $ 



2.36(3H,s), 
3.90(3H,s), 
3.9l(3H,$), 
5.06(2H,s), 



7.03(1 H,cU-8.6H2), 
7.39(2H,d,J=8.9Hz), 
7.45(2H,dJ-8.6Hr ), 
7.57(1 H,d,J=2.0Hz), 
7.58(lH,dd r I-2.0,8.6Hz), 
7.71(lH,s) 



[0068] 



(16) 



ffiBPFl 1-1 30.75 3 



1 




B*A 171 - 172 "C 
5e*$Hfr C20H18CI2N2O3 

C H.N 
fj-gfig; 39.27 4.48 6.91 

iSU^IS 59.20 4.46 6.91 



\Y&m 1 2 



0 N f 



H 3 C 



> 




w y 



-C02CH 2 CH3 



a 



jRA 144- 145 'C 
%^^*f C 20 !Hi9CIN 2 O 3 

C H N 
ff-gfil 64.78 5.16 7.55 

ffiUJgfig g4.76 5.14 7.57 



'H NMR (CDCI3) : 8 

1.39(3H,t,J=7.3Hz), 
2.39(3H,s), 
4.37(2H,q,J=7.3Hz), 
5.10(2H,s), 

7.09(lH,dJ=8.6Hz), 
7.41(2H,d,J=8.6Hz), 
7.46(2H,d,J»8.9Hz), 
771(lH,s) 

7.96(lH,ddJ=2.3,8.6Hz) 
8.07(lH,d. J=2.0Hz) 



'H NMR (COCI 3 ) : 8 

1.39(3H,t), 
2.39(3H, S) 
4.36(2H, q, J = 7.3Hz), 

5.12(2H. S), 
7.](2H,d,J = 8.0H2) , 
7.37-7.52(2H. m) , 
771(1H,S) 

7.96(lH,dd,/ = 2.3, 8.6 Hz) , 
8.07(111 d. J = 2.0Hz) 



[0069] 



[117] 



(17) 



Wm¥ 11-13 0 7 5 3 



it&k 1 3 




MS 243 - 244°C 
7C£##f C 17 H l3 CIN 2 0 3 

C H N 
frJMS 62.1 1 3.99 8.52 

MfeU 61.98 3.93 8.42 



'H NMR (DMSO-d^) : <? 
3.48 (1H, br.s), 5.06 (2H, s) 
6.95 (2H, d,J-9Hz) 
7.56 (2H, d, J =• 8.5Hz) 

7.83 (2H,d, J -8.5Hz) 

7.87 (1H.S) 

7.87 (2H, d, J - 9Hz ) 

8.67 (His) 



it^Vo 1 4 




■<k />— COjCHjCHj 

151 - 152 'C 

5n*#*r C 18 H 17 N 3 03 1/4 H 2 0 

C H N 
f|-^t>iS 69.64 6.64 11.07 

ill^tt 69.42 6.61 1 1.01 



'HNMR(CDCi 3 ): * 

1-38(311, t,J-7.0Hs:), 
2.3(3H,S,) , 
3.0(6H,.S). 
4.3(2H,q,J-7.0Hz), 

4.99(2H, S). 
6.7(2H,d,J-9.0Hz), 
7.0(2H,d,J-8.7H2) 
7.2(2Ii d, J - 9.0Hz), 
7.6(1H,S) . 
8.0(2H, d, J - 8.2Hz) 



[00 70] 



(18) 



WBPF 1 1- 1 3 0 7 5 3 



it&Vl 1 5 




».« 136 - 137°C 

7C*#*f Ci7H 17 N 3 03 

C H 
65.38 5.50 

65.46 5.56 



N 

13.50 
13.39 



l H NMR (DMSO-dg) : 8 
3.64 (3H, s) 
3.80 (3H. s) 
4.86 (2H. s) 

6.32-6.34 (lH,m) 
7.00(2H,d.J-9Hz) 
7.03-7.06 (lH.m) 
7.71 (IH.s) 
7.87(2H,d,J-9Hz) 



it^Ho 1 6 




•7C*#*f C 2 ,H 2 2CIN 3 0 2 

C H N 

H-gte 65.51 5.78 10.S5 

WfSM 65.70 S.76 10.96 



'HNMRCCDCU): s 

1.37(3H,t,J-7.3Hz), 

2.27(3H,$), 

3.04(3H,s). 

4.33(2H,q^-7.3H2), 

4.45(2H,s). 

6.77(2HAJ-9.2Hz ), 
7.34(2H,d>9.2H2), 
7.44(2K,d,J-9^Hz), 
7.45(1 H.s), 
7.93(2H,dJ-9.2Ifc) 



[0071] 



1*9] 



( 19) 



WHW 1 1- 1 3 0 7 5 3 



it^tfa 1 7 




M.S 115— 117TC 

C 21 H 22 N 2 03 * 1 / 5 H 2 0 

C H N 
fj-ffffi 71.25 6.38 7.91 

SU^fl 71.28 6.33 7.73 



-fk^ i 8 




7C*5Mf C20HT9FN2O3 

C H N 

WUCtf 67.79 5.40 7.90 

SU^fl 67.89 5.44 7.82 



'HNMR(CDC1 3 ): S 

1.39 (3H,c,J-7.3Hz) 

2.34 (3H,s) 
2.42 (3H,s) 

4.35 (2H,q,J-7.3Hz) 

5.01 (2H,s) 

7.02 (2H,d,J-8.9Hz) 
7.27 (2H,d,J=8.6Hz) 
7.31 (2H.dJ-8.6Hz) 
7.68 (lH,s) 

8.01 (2H,d,J=8.9Hz) 



'HNMRCCDCls): $ 

1.39 (3H,U*7.3Hz) 

2.34 (3H,s) 

, 4.36 (2H.qJ-7.3Hz) 

5.00 (2H,s) 

7.02 (2H,dJ«8.9Hz) 

7.18 (2tf.ddJ-8.2,8.9H*) 

7.41 (.2H,dd,J=-4.6,8.9Hz) 

7.70 (lH,s) 

8.02 (2H,dJ=8.9Hz) 



[0072] 



[Si 0] 



(20) 



ftWW 11-13 0 7 5 3 



DiAl 139 - 140°C 
7E*#*f C 19 H 18 N 2 0 3 

C H N 
tH** 70.79 5.63 8.69 

Mfem 70.79 5.56 8.65 



'H NMR (CDCI 3 ) : (J 

3.7(3H, S), 3.88(3H, S), 
5.2(2H,S), 

7.l(2H,d, J-8.8Hz) , 
7.2(1H,S)' , 
7.3(5H,m) , 
8.0(2H,d,J-8.8Hz) 



Vc&to 2 0 




\_/~ C0 ' H 
a* . 201 - 202*0 . 
7c£53-#f CiaHi 5CIN2O3 

C H N 
ffglg 63.07 4.41 8.17 

ti^fS Q3.07 4.39 8.10 



'H NMR (DMSO-d 6 ) : <? 

2.2(3H,,S) , 
3.0C2H, S), 

7,l(2H,d,J-8.0Hz) , 
7.5(4H, S ) , 
7.7(1 H,S) , 
7.9(2H, d, J - 8.0Hz) . 
12.6(1H, b) 



[0073] 



[HI 1] 



I 



(2 1) 



*3rS¥ 11-13 0 7 5 3 



it^Hs 2 1 




S&ar 182 - 184«C 

TtMfrVt C 17 H 15 N303 

C H N 

ftg-fg 66.01 4.89 13.58 

ifl!l£ft 66.33 4.74 13.66 



ft^tl 2 2 




187- 183°C 
7C#tf-#r C 19 H la N 2 0 4 

C H N 
ft** 67.45 5.36 8.28 

67.46 5.28 8.26 



'H NMR (DMSO-ds) : <5 

2.71(3H,s), 
5.04(2H,s). 

7.05(2H,d,J-8.9Hz ), 
7.24(lH,in), 

7.74(1 H,S), 
7.80~7.90(2Hjn), 
8.08(2H,dJ=9.2Hz), 
8.45(lH,m) 



l H NMR (DMSO-d 6 ) : £ 

2.2(3H,S) , 
3.8(3H, S), 
5.0(2H,S), 

7.0(2H,d,J'-8.0Hz) , 
7.1(2H.d,J-=8.0Hz) , 

7.4<2H,d,J-8.0Hz) , 
7.7(1H,S) , 
7.9{2H, d, J - 8.0Hz) , 
12.5(1H, b) 



[00 74] 



[H12] 



(22) 



1 1-1 3 0 7 5 3 




jgfc.S 243 - 245<C 
7Csl^ CijHi 5N3O3 

C H N 
fl-JHfi 66.01 4.89 13.58 
66.28 4.61 13.39 



'H NMR (DMSO-d 6 ) : 8 

2.6(3H,S) . 
5.1(2H, S), 

7.l(2H,d,J-8.2Hz) , 
7.9(2H, d, J - 8.2Hz) , 
8.0(1H,S) , 
8.0(2H, d, J - 5.8Hz) . 
8.8(2H, d, J = 5.8Hz) 



itsmz 4 




MeO 



tt.& 237 -238°C 

itmfrVr C 19 H 17 CIN 2 0 4 

C H N 
at&ffi. 51.21 4.60 7.51 

fflU^fiS 61.48 4.61 7.49 



l H NMR (DMSO-d 6 ) : S 

2.35(3H,s) r 
3.79(3H,s), 
5.05(2H.s), 

7.25(lH,d>8.2Hz) ) 
7.46(lH.d, J-2.0Hz), 
7.60(5H.m), 
7.77(lH,s), 
l2.690H.brs) 



[0075] 



l*13J 



(23) 



#fl¥ 1 1-1 3 0 7 5 3 




H,C 

M& 21 0 - 21TC 
7G*5MJf C 1S H 14 CI 2 N 2 03 

C H N 
ftl** 57.31 3.74 7.43 

Mfem b7 20 3>71 7i33 



l H NMR.CDMSO-cy : 8 

2.38(3H,s), 
4.50(2H,s), 

7.00(2H,d,J-9.2Hz), 
7.60(4H,m), 
7.80(lH,s), 
7.91-7.93(2H,m>9.2Hz) 




189 - 191 °C 

7C^7>ff C 18 H 1s CINj>0 3 1/4 H 2 0 

C H N 
H-^^t 62.25 4.50 8.07 

iW^fiS 62.47 4.38 7.98 



l H NMR (DMSO-d 6 ) : S 

2.37(3H,S) , 

5.21(2H, S), 

7.46(2H, ra) , 

7.54(4H,m) , 
7.78(1H,S) , 

7.92(2tf, m) 



[0076] 



[H14] 



(24) 



1 1- 1 3 0 7 5 3 



it&to 2 7 




U& 213-215°C 
7c^5HTr C 19 H 18 CIN 3 02 

C . H N 
fh#fiS 64.14 5.10 11.81 

64.06 5.15 11.76 



*H NMR (DMSO-d$) : 5 

2.33(3H,s), 
3.02(3H,s), 
4.50(2H,s), 

7.00(2H,d,J=8.9Hz), 

7-47(lH,s), 

7.54(2H,d>8.9H2). 

7.57(2H,d.J»8.9Hz), 

7.76(2H,d,J=9.2Hz) 



it^m 2 8 



ci 



HjC 

162 - 163°C 
7c£##f C,gH 17 CIN 2 0 3 

C H N 

fi-^ii 63.96 4.80 7.85 

m&m 64.08 4.78 7.65 



'H NMR (DMSO-d$) : 8 

2.30(3H,s), 
4.46(2H,s), 
4.59(2H,s), 

7.46(2H,dJ=7.9Hz). 
7.58(4H,m), 
7.67(1 H,s), 
7.92(2H,d, J-8.2Hz) 



[0077] 



1*151 



(25) 



%fffl¥ 1 1-1 3 0 7 5 3 



it&b 2 9 



ch 5 



139- HOT 
7C^##f C, 8 H 16 C1N 3 0 3 

C H N 
n%k 60.42 4.S1 11.74 

M3M 60.35 4.50 11.76 



'H NMR. (DMSO-d^) : 3 

2.5.1 (3H.s) 
3.82 (3H, s) 
5.21 (2H, s) 

7.18 (2H, d,J-9Hz) 

7.65 (4H, s ) 

7.93 (2H, d.J-9Hz) 



it&®3 0 



CH, 



212-214'C 

5c*$Hfr C, 7 H u C!N 3 0 3 

C H N 
ftft« 59.40 4.10 12.22 

MM®. 59.69 4.] 4 12 . 0 9 



'H NMR (DMSO-dg) : 3 

2.49 (3H. s) 

5.19 (2fl, s) 

7.15(2H,d,J-9Hz ) 

7.65 (4H,s) 

7.90(2H,d.J=-9Hz) 
12.65 (1H.S) 



[0078] 



[311 6 J 



(26) 



#§3¥ 1 1-1 3 0 7 5 3 



it&®3 1 



Sfc.5 118-1 20 a C 

Tt^Hr C 18 H 14 CIN0 3 S 

C H N 

60.08 3.92 3.89 

SiJ^m 6 o.09 3.74 3.88 



l HNMR(CDCI 3 ): $ 

3.89(3H,s), 
5.30(2H,s), 

7.04<2H,dJ-8.9Hz), 
7.33(lH,s), 

7.43(2H,d 7 J-8.9Hz), 
7.89(2H,d,T-8.9Hz). 
8.01(2H,d,J-8.9Hz) 



it^m 3 2 



< K3 H ^1 A/ ohQ-co ? ch 3 'H NMR (CDCI 3 ) : 5 



K.& '1 55 - 1 56"C 

7C$##f C, 9 H 16 CIN0 3 S 

C H N 
t^fil 61.04 4.31 3.75 

AIM 60.87 4.28 3.74 



3.32(2H,m), 

3.88(3H,s), 

4.41(2H.m>. 

6.94(2H,dj=-8.9Hz ), 
7.07(lH.s ), 
7.41(2H.d>8.6Hz). 
7.86(2H,dJ-8.6Hz ), 
7.97(2H,dJ-8.6Hz) 



[0079] 



.[■HI 7] 



(27) 



ftffl¥ 11-13 0 7 5 3 



it%® 3 3 

too - 1 ore 

7C***f C 19 H 18 N 2 0 3 S 

C H N 
WMI 64.39 5.12 7.90 



'H-NMR(CDC1,): d 

1.38(3H,t,J-7.3Hz), 
3.34<2H.m), 
4.35(2H,q,J-7.3Hz), 
4.«0H,m,). 

6.94(2H,d,/-8.9Hz), 
7.140H.S), 

7.38(lH,dd,J-4.9,7.9Hr). 

7.99(2H.dJ-8.9H2), 

8.22(lH,dU-2.0,7.9Hz), 

8.65(lH,dd,J-2.0,7.9Hz). 

9.15(lftd,J-1.7Hz) 



3. 4 




COjH 

Si* 237 - 238*C 
7C*^*f Ci 7 H R CIN0 3 S 

C H N 
ftfttt 59.05 3.50 4.05 

38.92 3.26 4.05 



'H NMR (DMSO-d^) : <J 

5-31(2H,s), 

7.17(2H,dJ-8.9Hz), 

7J8(2H/U-8.6Hz), 

7,88(2H.dJ-8.9Hr), 

7.93(lH,s), 

7.97(2H,dJ-8.6Hz) 



[0080] 



[IU8J 



(28) 



WRHM 1—1307 53 



it£® 3 5 

»* 234.5 - 235.5'C 
7cSM5**f C 18 H 14 CIN0 3 S 

C H N. 
tfgfig 60.08 3.92 3.89 

59.75 3.38 3.84 



mm 



'H NMR (DMSO-dg) : £ 

3.25(2H,m), 
4.43(2H,m), 

7.05(2H,dJ-8.9Hz). 

7.55(lH,s). 

7.57(2H,dJ-8.2H2) T 

7.87(2H,d,J=8.6Hz), 

7.94(2H.dJ=8.2H2), 

12.6(lH,brs) 



[008 1] 

5«y MffM^fflt^^fn-;WS«M^C 

[0082] sCRffl 1 
*tt43MI (in vitrot£g$) 
U:. . 

[0083] Endo, A.Jsujita, V.. Kuroda, 
anzawa, K. , Eur. J. Biochem. ,77,31-36(1977) „ 
[00 84] BP^, tt'ftS. D. 77I (ftS#?2 0 0 

g) msmmm^Mz^m^mtmL. mu^^r 

X- y (Krebs-Ringer) S$S?||® 

iTCSMHteKU: . [ 1 - 1 4 C ] BH» ( 7 4 k B q /2 



k/x- y y^ttKttmitt i m i <pizmm 1 o o 

mgSrjDt. 9 5%0 2 -5%C0 2 ^^'X4tC\ 3 

7'cx'2mmRm^m^. #mt. s^x— r^2 

fc. fl^^*»v^fc*fiPP^ldH«ttt»L-C 5 0 
%n*r*ftttfc£ftoilK ( I c B0 ) 
[0085] HUW>*ifet: J; 0 „ IS&HWGiAx.-r- 

)vrmfr h mmmz x*>% ^titzmmmmmm 

[0086] 4>iifclSft*TlEiUc*^. 

[0087 3 
[«19] 







In vitro ( I C »»/* m ) 




fit k a 


2 


14. 44 


5. 3 4 


4 


6.3 6 


7.4 9 


2 0 


1 7. 2 


7. 1 3 


2 9 


2 B. 8 4 


11. 7 1 



[0 0 88] MHFII2 5>y hfcfflVtfcHJ^U-fe^ 
K2«X:J^;*f-o->M&Tf|sffl (in vivofiS®!) 
lEIS&ffiWOtmS . D. 77l (59ft. 8EE) t. 

0mg/5 ml 0. 5 % t Hndf i'Tnt/Mf 
/Hr/l-n-Xykj^l/k gtOSM* . 7 BISBlffig|*i 

S. D. 5jS|». 8E) fctfLTUU th'o* 

y 7° o e/k* f-;Hr^a-x*SfJS<0* £ L 
fc. *R»*1 6«Haa. x— f;HS»Tftt»*»IR 



(TO, asJt*y^ffa3^rn-;KHDL • 
O , y yum (PD . hVfO-tyJ H (TO ) 

[0089] X. SffiJtSU^Seai'^-rD-^ 

( <v) ldl • o % MKBfcftft (a i ) dcumt 

4Miifc#lcJ:'5*aSLfc. 
[0090] (V) LDL • C=TC-HDL ■ C 
A I = (V) LDL • C/HDL • C 



(29) 



11-13 0 7 5 3 



sat* (%) = \ <mim&mmm/-3 y v o-)vm> [00913 

^iJffi)-l}xiOO [£2 0] 







TC 


(Y)LDL-C 


HDL-C 


A I 


TG 


PL 


2 




69.0 


19. y 


49.3 


0.4 


78.6 


121.4 






-r.o 


»-S2. 3 


0.3 


»-38.5 


*M3.5 


*M4.7 


4 




69.4 


22.6 


46.8 


0.49 


7a 6 


119.8 






-G.5 


«-22. 3 


S.8 


*-24. 6 


»-49.3 


**-15.9 


2 0 


HiMIOag/dl) 


58.9 


17.9 


41 


0.45 


61.4 


105.3 






**-20. 6 


**-38.5 


-8.1 


W-30.8 


♦♦-55.9 


*t-2B.l 


Control 


£ffltt(uig/dl) 


74 2 


29.1 


45.1 


0.65 1 


199.2 


142.4 



* : p<0. 0 5 

[00 92] 

( I ) JU±*0mt. ifELfcin vitroUjm&fcml 

vkLtcldtZ, m+OhU/U-k^^H (TG) hjUffi 
VtMVXm&Zl'ATU-fr ( (V) LDL ■ C. 



* * : P < 0. 0 1 (Dunaefs test) 

IfiaWfo-^ (HDL-C. #3Eni^x-fo- 

bk** ( 1 ) xtt**>«i;i\ ftHM^^i smr® 
ftfiawaw, nous**, simtw^g 



(51)Int.Cl. 6 

C0 7D 403/04 
417/04 

// A 6 1 K 31/41 
31/415 
31/425 
. 31/44 



207 
2 1 3 

AD N 

AED 



F I 

C 0 7 D 403/04 
417/04 

A 6 1 K 31/41 
31/415 
31/425 
31/44 



207 
2 1 3 

AD N 

AED 



(12mm oj* wr 

&Sb!mB>WFWpm 1 T@35- 1 

m%mmmi±^6TB 6#33-503 



5-4 



